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2005:1004355 CAPLUS 
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Use of D4 and 5-HT2a antagonists, inverse agonists or 
partial agonists 
Buntinx, Erik 
Belg. 

U.S. Pat. Appl. Publ., 126 pp., Cont . -in-part of U.S. 
Ser. No. 803,793. 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CODEN: USXXCO 

Patent 

English 

6 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 




US 2005203130 


Al 


20050915 


US 2004-984683 


20041109 


<-- 


US 2005119253 


Al 


20050602 


US 2003-725965 


20031202 


< — 


US 2005119248 


Al 


20050602 


US 2004-752423 


20040106 


< — 


US 2005119249 


Al 


20050602 


US 2004-803793 


20040318 


< — 



EP 


1541197 






Al 




20050615 




EP 2004- 


25035 




20041021 <— 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, 


LI, LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, TR, 


BG, CZ, 


EE, 


HU, PL, SK, HR 


CA 


2547639 






Al 




20050616 




CA 2004- 


2547639 




20041202 <— 


WO 


2005053796 




Al 




20050616 




WO 2004- 


BE172 




20041202 <-- 




W: AE, 


AG, 


AL, 


AM, • 


AT, 


AU, 


AZ, 


BA, 


BB, BG, 


BR, BW, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, EC, 


EE, EG, 


ES, 


FI, GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, JP, 


KE, KG, 


KP, 


KR , KZ , LC , 




LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, MK, 


MN, MW, 


MX, 


MZ, NA, NI, 




NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, SC, 


SD, SE, 


SG, 


SK, SL, SY, 




TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, UZ, 


VC, VN, 


YU, 


ZA, ZM, ZW 




RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, SL, 


SZ, TZ, 


UG, 


ZM, ZW, AM, 




AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, BE, 


BG, CH, 


CY, 


CZ, DE, DK, 




EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IS, IT, 


LT, LU, 


MC, 


NL, PL, PT, 




RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, CI, 


CM, GA, 


GN, 


GQ, GW, ML, 




MR, 


NE, 


SN, 


TD, 


TG 
















EP 


1708790 






Al 




20061011 




EP 2004- 


801138 




20041202 <-- 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, IT, 


LI, LU, 


NL, 


SE, MC, PT, 




IE, 


SI, 


LT, 


LV, 


EI, 


RO, 


MK, 


CY, 


AL, TR, 


BG, • CZ, 


EE, 


HU, PL, SK, 




BA, 


HR, 


IS, 


YU 


















JP 


2007-513095 




T 




20070524 




JP 2006- 


541759 




20041202 <-- 


US 


2007078162 




Al 




20070405 




US 2006- 


580962 




20060531 < — 


PRIORITY APPLN. 


INFO 














US 2003- 


725965 




A2 20031202 <— 




















EP 2004- 


447001 




A 20040105 




















US 2004- 


752423 




A2 20040106 




















US 2004- 


803793 




A2 20040318 




















EP 2004- 


25035 




A 20041021 




















CA 2003- 


2451798 




A 20031202 <— 




















EP 2003- 


■447279 




A 20031202 <-- 




















CA 2004- 


2461248 




A 20040318 




















EP 2004- 


■447066 




A 20040318 




















JP 2004- 


■349085 




A 20041104 




















US 2004- 


■984683 




A 20041109 




















CA 2004- 


■2487529 




A 20041115 




















WO 2004- 


■BE172 




W 20041202 



AB The present invention relates to the use of compds . and compns . of compds . 
having D4 and 5-HT2A antagonistic, partial agonistic or inverse agonistic 
activity for the treatment of the underlying dysregulation of the 
emotional functionality of mental disorders (i.e. affect 

instability-hypersensitivity-hyperesthesia-dissociative phenomena-etc . ) . 
The invention also relates to methods comprising administering to a 
patient diagnosed as having a neuropsychiatric disorder a pharmaceutical 
composition containing (i) compds. having D4 antagonistic, partial agonistic or 
inverse agonistic activity and (ii) compds. having 5-HT2A antagonistic, 
partial agonistic or inverse agonistic, and (iii) any known medicinal 
compound and compns. of said compds. The combined D4 and 5-HT2A 
antagonistic, partial agonistic or inverse agonistic effects may reside 
within the same chemical or biol. compound or in two different chemical and/or 
biol . compds. 
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CAPLUS COPYRIGHT 2007 ACS on STN 
2005:516281 CAPLUS 
143:38421 

Use of D4 and 5-HT2A antagonists, inverse agonists or 
partial agonists 
Buntinx., Erik 
B&B Beheer N. V., Belg. 
Eur. Pat. Appl., 145 pp. 
CODEN: EPXXDW 
Patent 
English 
6 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



EP 


1541197 






Al 




20050615 




EP 2004- 


25035 




20041021 


< — 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 








IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


PL, 


SK, 


HR 


EP 


1547650 






Al 




20050629 




EP 2003- 


447279 




20031202 


< — 




R:. 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 








IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


SK 






EP 


1576985 






Al 




20050921 




EP 2004- 


447066 




20040318 






R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 








IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


PL, 


SK 




JP 


2005194263 




A 




20050721 




JP 2004- 


349085 




20041104 


< — 


US 


2005203130 




Al 




20050915 




US 2004- 


984683 




20041109 


< — 


CA 


2487529 






Al 




20050602 




CA 2004- 


2487529 




20041115 


< — 


CA 


2547639 






Al 




20050616 




CA 2004- 


2547639 




20041202 


< — 


WO 


2005053796 




Al 




20050616 




WO 2004- 


BE172 




20041202 


< — 




W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 








CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 








GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 








LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, 


NI, 








NO, 


NZ, 


OM, 


PG, 


PH, 


-PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SY, 








TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc. 


VN, 


YU, 


ZA, 


ZM, 


ZW 






RW: 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 








AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 








EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IS, 


IT, 


LT, 


LU, 


MC, 


NL, 


PL, 


PT, 








RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 








MR, 


NE, 


SN, 


TD, 


TG 


























EP 


1708790 






Al 




20061011 




EP 2004- 


801138 




20041202 


< — 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


MC, 


PT, 








IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


PL, 


SK, 








BA, 


HR, 


IS, 


YU 




























JP 


2007513095 




T 




20070524 




JP 2006- 


541759 




20041202 


< — 


US 


2007078162 




Al 




20070405 




US 2006- 


580962 




20060531 


< — 



PRIORITY APPLN. INFO.: EP 2003-447279 A 20031202 <-- 

EP 2004-447001 A 20040105 

EP 2004-447066 A 20040318 

CA 2003-2451798 A 20031202 < — 

US 2003-725965 A2 20031202 <-- 

US 2004-752423 A2 20040106 

CA 2004-2461248 A 20040318 

US 2004-803793 A2 20040318 

EP 2004-25035 A 20041021 

JP 2004-349085 A 20041104 

US 2004-984683 A 20041109 

CA 2004-2487529 A 20041115 

WO 2004-BE172 W 20041202 

AB The present invention relates to the use of compds . and compns . of compds . 
having D4 and 5-HT2A antagonistic, partial agonistic or inverse agonistic 
activity for the treatment of the underlying dysregulation of the 
emotional functionality of mental disorders (i.e. affect 

instability-hypersensitivity-hyperesthesia-dissociative phenomena-etc . ) . 
The invention also relates to methods comprising administering to a 
patient diagnosed as having a neuropsychiatric disorder a pharmaceutical 
composition containing (i) compds. having D4 antagonistic, partial agonistic or 
inverse agonistic activity and (ii) compds. having 5-HT2A antagonistic, 
partial agonistic or inverse agonistic, and (iii) any known medicinal 
compound and compns. of said compds. The combined D4 and 5-HT2A 
antagonistic, partial agonistic or inverse agonistic effects may reside 
within the same chemical or biol. compound or in two different chemical and/or 
biol . compds . 
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2005:395100 CAPLUS 
142 : 435801 



TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 

SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Pharmaceuticals comprising a monoamine 
neurotransmitter re-uptake inhibitor and an 
acetylcholinesterase inhibitor 

Friedl, Thomas; Mierau, Joachim; Raschig, Andreas; 
Reess, Juergen; Scheel-Krueger , Joergen 
Boehringer Ingelheim International GmbH, Germany; 
Boehringer Ingelheim Pharma GmbH & Co. Kg; Neurosearch 
A/S 

PCT Int. Appl. , 34 pp. 

CODEN: PIXXD2 

Patent 

English 

2 



PATENT NO. 



WO 2005039580 

W: AE, AG, AL, 
CN, CO, CR, 
GE, GH, GM, 
LK , LR , LS , 
NO, NZ, OM, 
TJ, TM, TN, 
RW: BW, GH, GM, 
AZ, BY, KG, 
EE, ES, FI, 
SI, SK, TR, 
J SN, TD, TG 
AU 2004283425 
CA 2542442 
EP 1675591 

R: AT, BE, CH, 
IE, SI, FI, 
CN 1867333 
JP 2007508336 
US 2005154009 
MX. 2006PA03762 
IN 2006DN02712 
PRIORITY APPLN. INFO.: 



OTHER SOURCE (S) : 

AB The invention relat 
neurotransmitter re 
tropane moiety, or 
at least one acetyl 
and optionally one 
contained a monoami 
rivastigmine hydrog 
dibasic calcium pho 
cellulose sodiumm 2 
mg/cpsule . 

REFERENCE COUNT: 



KIND DATE 

Al 20050506 WO 2004- 

AM, AT, AU, AZ, BA, BB, BG, 

CU, CZ, DE, DK, DM, DZ, EC, 

HR, HU, ID, IL, IN, IS, JP, 

LT, LU, LV, MA, MD, MG, MK, 

PG, PH, PL, PT, RO, RU, SC, 

TR, TT, TZ, UA, UG, US, UZ, 

KE, LS, MW, MZ, NA, SD, SL, 

KZ, MD, RU, TJ, TM, AT, BE, 

FR, GB, GR, HU, IE, IT, LU, 

BF, BJ, CF, CG, CI, CM, GA, 

AU 2004- 
CA 2004- 
EP 2004- 
GB, GR, IT, 
CZ, EE, HU, 
A 20061122 CN 2004- 

T 20070405 JP 2006- 

Al 20050714 US 2004- 
A 20060614 MX 2006- 

A 20070810 IN 2006- 

EP 2003- 
EP 2004- 
DE 2003- 
WO 2004- 

MARPAT 142:435801 
es to a pharmaceutical 
-uptake inhibitor compr 
a tautomer, a salt, sol 
cholinesterase inhibito 
or more other therapeut 
ne neurotransmitter re- 
en tartrate 9.597, micr 
sphate 66.471, Hypromel 
.000, colloidal silica 



APPLICATION NO. 



DATE 



EPll 
BR, 
EE, 
KE, 
MN, 
SD, 
VC, 
SZ, 
BG, 
MC, 
GN, 



093 
BW, 
EG, 
KG, 
MW, 
SE, 
VN, 
TZ, 
CH, 
NL, 
GQ, 



Al 20050506 
Al 20050506 
Al 20060705 
DE, DK, ES, FR, 
RO, CY, TR, BG, 



283425 

2542442 

790120 
LI, LU, 
PL, SK 

80030623 

534638 

965994 

PA37 62 

DN2712 

23635 

5819 

10353832 
EP11093 



BY, 
ES, 
KP, 
MX, 
SG, 
YU, 
UG, 
CY, 
PL, 
GW, 



NL, 



20041005 <- 

BZ, CA, CH, 

FI, GB, GD, 

KR , KZ , LC , 

MZ, NA, NI, 

SK, SL, SY, 

ZA, ZM, ZW 

ZM, ZW, AM, 

CZ, DE, DK, 

PT, RO, SE, 

ML, MR, NE, 

20041005 <- 
20041005 <- 
20041005 <- 
SE, MC, PT, 



A 
A 
A 
W 



20041005 
20041005 
20041015 
20060404 
20060515 
20031016 < 
20040311 
20031118 
20041005 



< — 



composition comprising a monoamine 
ising a 2 , 3-disubstituted 
vate, or a derivative thereof, and 
r and a carrier or excipient, 
ic ingredients. Thus, granules 
uptake inhibitor 1.585, 
ocryst. cellulose 66.472, 
lose 2.750, crosslinked CM- 
0.375, and Mg stearate 0.750 
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CAPLUS COPYRIGHT 2007 ACS on STN 
2004 : 414630 CAPLUS 
140:412338 

Once a day galantamine pharmaceutical 
compositions and methods of use 
Cantillion, Marc; Hsu, Ann; Han, Chien-Hsuan 
USA 

U.S. Pat. Appl. Publ., 9 pp. 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



CODEN: USXXCO 

Patent 

English 

1 



PATENT NO. 



US 2004097484 
PRIORITY APPLN. INFO. 
AB 



KIND 



Al 



DATE 



APPLICATION NO. 



DATE 



20040520 



US 2002-293942 20021114 <— 

US 2002-293942 20021114 <-- 

Disclosed are once a day pharmaceutical compns . containing 
acetylcholinesterase inhibitors, including those' with nicotinic receptor 
modulation such as galantamine or a pharmaceut ically acceptable 
salt thereof. Also disclosed is the use of such compns., for example, for 
treating or preventing cognitive or other CNS performance impairment in a 
mammal, such as primary or secondary memory impairment, toxic, secondary 
to medical or psychiatric, Alzheimer's, vascular and other dementias, mild 
cognitive impairments, and other cognitive impairments, such as 
attention deficit disorder, fibromyalgia, 

chronic fatigue syndrome, PTSD and Down's syndrome. This includes 
behavioral efficacy, as anxiety depression apathy and agitation, in addition 
to neurophysiol . and functional outcomes including a decrease in care 
givers distress. A prolonged release tablet contained galantamine 
HBr 2.16, xanthan gum 19.35, locust bean gum 58.06, microcryst. cellulose 
(Avicel PH-101) 13.51, lactose monohydrate (Fast-Flo 316) 6.76, and 
magnesium stearate 0.16%. 
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CAPLUS . COPYRIGHT 2007 ACS on STN 
2004:80456 CAPLUS 
140:122818 

Cholinergic therapy for individuals with learning 
disabilities 

Heller, James H.; Kishnani, Priya; Worley, Gordon 
Duke University, USA; Spiridigliozzi , Gail A. ; 
Doraiswamy, Murali P.; Krishnan, Ranga R. 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PCT Int. Appl. 

CODEN: PIXXD2 

Patent 

English 

1 



27 pp. 



PATENT 


NO. 






KIND 


DATE 


WO 2004009026 




A2 




20040129 


WO 2004009026 




A3 




20040715 


WO 2004009026 




. A8 
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vent, active compound, optional 
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AB This invention provides a composition for treating a cognitive disorder, which 
comprises an acetylcholinesterase, and a GABAA inverse agonist selected 
from a compound (I, where X = e.g., H, halo, Ph, naphthyl, pyridinyl; Y = 
e.g.,Cl-8 alkyl, carbocycle) . Thus, aricept and a GABAA inverse agonist 
(e.g., N-benzyl-6-ethoxy-4-oxo-l, 4-tetrahydro-l , 5-naphthyridine-3- 
carboxamide) , when coadministered, interact to attenuate 
scopolamine-induced deficits in the spatial water maze. 
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The present invention is concerned with controlled release compns , 
oral administration comprising galantamine; and with processes 
of preparing such controlled release compns. A method of treating 
Alzheimer's dementia and related dementias comprises administering the 
controlled release gelantamine formulation. 
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AB The invention provides the use of cholinesterase inhibitors, particularly 

acetylcholinesterase inhibitors such as galanthamine , in the manufacture of 

medicament for combating attention deficit 

disorders. 
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Based on a literature review, the application of Acetylcholinesterase 
inhibitors, lAchE (donepezil, rivastigmine , galantanine) in the treatment 
of various illnesses which have cholinergic system disability and dementia 
in their course-- (dementia with Lewy bodies, vascular dementia, 
Parkinson's disease. Multiple Sclerosis, Down Syndrome), delirium symptoms 
(e.g. Korsakoff psychosis), hyperkinesis , attention and memory 
disorders — is presented. Promising results in the treatment of late 
dyskinesias, in schizophrenia with impaired cognitive function, as well as 
in the additional treatment of various psychotic states are noted. It 
should be stressed that in Poland, the lAchE have been approved only in 
the treatment of slight to moderate dementia in the course of Alzheimer's 
disease . 
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Alzheimer's disease (AD) is the most common form of degenerative dementia 
and is characterized by progressive impairment in cognitive function 
during mid- to late-adult life. Brains from AD patients show several 
distinct neuropathological features, including extracellular 
p-amyloid-containing plaques, intracellular neurofibrillary tangles 
composed of abnormally phosphorylated x, and degeneration of 
cholinergic neurons of the basal forebrain. In this review, we will 
present evidence implicating involvement of the basal forebrain 
cholinergic system in AD pathogenesis and its accompanying cognitive 
deficits. We will initially discuss recent results indicating a link 
between cholinergic mechanisms and the pathogenic events that characterize 
AD, notably amyloid-p peptides. Following this, animal models of 
dementia will be discussed in light of the relationship between basal 
forebrain cholinergic hypofunction and cognitive impairments in AD. 



Finally, past, present, and future treatment strategies aimed at 
alleviating the cognitive symptomatology of AD by improving basal 
forebrain cholinergic function will be addressed. .COPYRGT. 2002 Elsevier 
Science Ltd. All rights reserved. 
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This article reviews the advances in the evaluation and management of 
dementia in persons with Down syndrome. It is not inevitable that all 
older persons with Down syndrome will develop dementia. One of the major 
changes has been in the evaluation of dementia-like syndrome. This 
article will review laboratory tests as well as dementia scales, 
neuropsychological batteries and standardized mental status evaluations. 
Pharmacological management is also discussed. Lastly, there is a need for 
expert consensus on clinical guidelines for the evaluation and management 
of dementia in persons with Down syndrome. 
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Attention deficit hyperactivity disorder (ADHD) is a syndrome that affects 
young children, manifesting itself through inappropriate behaviours and 
learning difficulties and persisting in many instances into adulthood. 
Treatment with stimulants, such as methylphenidate, is often sufficient 
but carries with it some risk for the emergence of unwanted side effects 
that can influence compliance, particularly with children. Newer agents 
and novel mechanisms for achieving control of the symptoms associated with 
ADHD are proposed in recent patents and applications and are presented in 
this review. 
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